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were prepared Thus, N- (3 , 5-dichloropyridin-4 -yl ) [5-benzyloxy- 1- (4- 
f luorobenzyl) indol-3-yl] glyoxylamide in CH2C12 was treated dropwise with 
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IC50's in the range of 10-5 M to 10-10 M. 
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7 days with m-chloroperbenzoic acid in HOAc to give 16.9% pyridine N-oxide 
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US 


1999- 


285058 


Al 19990402 












DE 


1999- 


19946301 


A 19990928 












US 


2000- 


492531 


Al 20000127 












US 


2001- 


810604 


Al 20010319 



OTHER SOURCE(S): MARPAT 131:271807 

GI 



R4 




R 2 I 



AB Title compds. [I; R2 = H or (un) substituted alkyl; R3 = H or 1 or 2 of 
halo, alkyl, alkoxy, etc.; R4 = C ( :X) C ( : X) NRR1 ; R = H, (un) substituted 
alkyl, C02CH2Ph, etc.; Rl = (un) substituted Ph, -pyridyl, -pyrimidyl, 
etc.; RR1 = (CH2CH2 ) 2NR7 ; R7 = alkyl, Ph, CHPh2, etc.; X = O or S] were 
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prepared Thus, indole was N-alkylated by 4-FC6H4CH2C1 and the product 
acylated by (C0C1)2 to give, after 4-aminopyridine amidation, I (R2 = 
CH2C6H4F-4, R3 = H, R4 = C0C0NHR1, Rl = 4-pyridyl). Data for biol . 
activity of I were given. 
IT 245661-30-7P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of indolylglyoxylamides as antitumor agents) 
RN 245661-30-7 CAPLUS 

CN lH-Indole-3-acetamide, 1- [ (4 -chlorophenyl ) methyl] -N- (l-oxido-4-pyridinyl) - 
a-oxo- (9CI) (CA INDEX NAME) 



CI 




CH 2 



k^JJ 1 C- C~ NH 

REFERENCE COUNT: 2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



=> => file uspatall 

FILE ' US PAT FULL ' ENTERED AT 11:43:51 ON 28 FEB 2006 

CA INDEXING COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE 1 USPAT2 ' ENTERED AT 11:43:51 ON 28 FEB 2006 

CA INDEXING COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



=> d que 

L5 STR 




0 



Structure attributes must be viewed using STN Express query preparation. 
L6 28 SEA FILE=REGISTRY SSS FUL L5 

L8 8 SEA L6 



=> d 18 1-8 ibib abs hitstr 

L8 ANSWER 1 OF 8 US PAT FULL on STN 
ACCESSION NUMBER: 2004:335666 US PAT FULL 

TITLE: 5-hydroxyindoles with N-oxide groups and the use 



r 
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INVENTOR (S) 



thereof as therapeutic agents 

Hofgen, Nobert, Ottendorf -Okilla, GERMANY, FEDERAL 
REPUBLIC OF 

Kuss, Hildegard, Dresden, GERMANY, FEDERAL REPUBLIC OF 
Steinike, Karin, Radebeul, GERMANY, FEDERAL REPUBLIC OF 
Egerland, Ute, Radebeul, GERMANY, FEDERAL REPUBLIC OF 
Rundfeldt, Chris, Coswig, GERMANY, FEDERAL REPUBLIC OF 
Pfeifer, Thomas, Radebeul, GERMANY, FEDERAL REPUBLIC OF 



PATENT INFORMATION: 
APPLICATION INFO. : 



NUMBER 



KIND 



DATE 



US 2004266760 Al 20041230 

US 2004-824342 Al 20040414 (10) 



NUMBER 



DATE 



PRIORITY INFORMATION: 

DOCUMENT TYPE: 

FILE SEGMENT: 

LEGAL REPRESENTATIVE: 



DE 2003-DE10318609 20030424 
Utility 



APPLICATION 
FULBRIGHT & 
10103-3198 
19 
1 

850 



JAWORSKI, LLP, 666 FIFTH AVE, NEW YORK, NY, 



NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 
CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to substituted 5-hydroxyindoles with N-oxide 

groups, processes for their preparation, pharmaceutical preparations 
which comprise these compounds, and the pharmaceutical use of these 
compounds, which are inhibitors of phosphodiesterase 4, as active 
ingredients for the treatment of disorders which can be influenced by 
inhibition of phosphodiesterase 4 activity in particular in 
immunocompetent cells (e.g. macrophages and lymphocytes) by the 
compounds of the invention. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 786688-50-4P 786688-51-5P 786688-52-6P 

786688-53-7P 786688-54-8P 786688-55-9P 

786688-56-0P 786688-57-1P 786688-58-2P 

786688-59-3P 

(claimed compound; preparation of oxopyridinyl hydroxyindolylglyoxylamides 



as 

RN 
CN 



phosphodiesterase IV inhibitors) 
786688-50-4 US PAT FULL 

1H- Indole- 3 -acetamide, N- (3, 5-dichloro-l-oxido-4-pyridinyl) -1- [ (4- 
f luorophenyl) methyl] -5 -hydroxy -a -oxo- (9CI) (CA INDEX NAME) 
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RN 786688-51-5 US PAT FULL 

CN 1H- Indole - 3 -acetamide, 1- [ (4 -chlorophenyl) methyl] -N- (3, 5-dichloro-l-oxido- 
4-pyridinyl) -5-hydroxy-cc-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 786688-52-6 US PAT FULL 

CN lH-Indole-3-acetamide, 1- [ (4 - fluorophenyl ) methyl] -5-hydroxy-N- (l-oxido-4- 
pyridinyl) -a-oxo- (9CI) (CA INDEX NAME) 



F 




CH 2 



J 1 C- C- NH 

HO 

RN 786688-53-7 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3 , 5-dichloro- l-oxido-4 -pyridinyl ) -1- [(2,4- 



10/824,342 

dichlorophenyl) methyl] -5-hydroxy-a-oxo- (9CI) (CA INDEX NAME) 



CI 




CI 



RN 786688-54-8 US PAT FULL 

CN 1H- Indole -3 -ace tamide, N- (3, 5-dichloro- l-oxido-4 -pyridinyl ) -5 -hydroxy- 1- 
[ (3 -nitrophenyl) methyl] -ot-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 786688-55-9 US PAT FULL 

CN 1H- Indole - 3 -acetamide, N- (3, 5-dichloro- l-oxido-4 -pyridinyl ) -1- [ (2, 6- 
difluorophenyl) methyl] -5-hydroxy-a-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 786688-56-0 US PAT FULL 

CN lH-Indole-3 -acetamide, N- (3 , 5-dichloro- l-oxido-4 -pyridinyl) - 5 -hydroxy- 1- (2- 



10/824,342 



methylpropyl) -a-oxo- (9CI) (CA INDEX NAME) 



i-Bu 




CI 



RN 786688-57-1 US PAT FULL 

CN 1H- Indole- 3 -acetamide, 1- (cyclopropylmethyl ) -N- (3, 5-dichloro- l-oxido-4- 
pyridinyl) -5 -hydroxy -a-oxo- (9CI) (CA INDEX NAME) 



0 



HO. 




RN 786688-58-2 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3 , 5-dichloro-l-oxido-4-pyridinyl) -5-hydroxy-l- 
[ (4 -hydroxyphenyl) methyl] -a-oxo- (9CI) (CA INDEX NAME) 



OH 




CI 



RN 786688-59-3 US PAT FULL 

CN 1H- Indole -3 -acetamide, N- (3, 5-dichloro- 1-oxido- 4 -pyridinyl) -1- [ (4- 
fluorophenyl) methyl] -5-hydroxy-N-methyl -a-oxo- (9CI) (CA INDEX 
NAME) 
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IT 786688-60-6P 

(preparation of oxopyridinyl hydroxyindolylglyoxylamides as 
phosphodiesterase IV inhibitors) 
RN 786688-60-6 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3 , 5-dichloro- 1 -oxido-4 -pyridinyl ) -1- [ (4- 
fluorophenyl) methyl] -a-oxo-5- (phenylmethoxy) - (9CI) (CA INDEX 
NAME) 



F 




CI 
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US PAT FULL on STN 

2004 : 307967 US PAT FULL 

4-, 6- or 7-hydroxyindoles with N-oxide groups and the 
use thereof as therapeutic agents 

Hofgen, Nobert, Ottendorf -Okrilla, GERMANY, FEDERAL 
REPUBLIC OF 

Kuss, Hildegard, Dresden, GERMANY, FEDERAL REPUBLIC OF 
Steinike, Karin, Radebeul, GERMANY, FEDERAL REPUBLIC OF 
Egerland, Ute, Radebeul, GERMANY, FEDERAL REPUBLIC OF 
Rundfeldt, Chris, Coswig, GERMANY, FEDERAL REPUBLIC OF 



NUMBER 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 



US 2004242643 Al 20041202 

US 2004-825862 Al 20040416 (10) 
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NUMBER 



DATE 



PRIORITY INFORMATION: 

DOCUMENT TYPE: 

FILE SEGMENT: 

LEGAL REPRESENTATIVE: 

NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



DE 2003-10318611 20030424 

Utility 

APPLICATION 

FULBRIGHT & JAWORSKI , LLP, 666 FIFTH AVE, NEW YORK, NY, 

10103-3198 

17 

1 

870 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to substituted 4-, 6- or 7 -hydroxy indoles with 

N-oxide groups, process for their preparation, pharmaceutical 
preparations which comprise these compounds, and the pharmaceutical use 
of these compounds, which are inhibitors of phosphodiesterase 4, as 
active ingredients for the treatment of disorders which can be 
influenced by inhibition of phosphodiesterase 4 activity in particular 
in immunocompetent cells (e.g. macrophages and lymphocytes) by the 
compounds of the invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 785787-52-2P 785787-53-3P 785787-54-4P 

785787-55-5P 785787-56-6P 785787-57-7P 
785787-58-8P 785787-59-9P 785787-60-2P 
785787-61-3P 785787-62-4P 785787-63-5P 
785787-64-6P 785787-65-7P 785787-66-8P 

(claimed compound; preparation of hydroxyindolylglyoxylic acid 
oxopyridinylamides as phosphodiesterase IV inhibitors) 
RN 785787-52-2 US PAT FULL 

CN 1H- Indole- 3 -acetamide, N- (3, 5 -dichloro- l-oxido-4 -pyridinyl ) -1- [ (4- 
f luorophenyl) methyl] -7-hydroxy-ct-oxo- (9CI) (CA INDEX NAME) 





RN 785787-53-3 US PAT FULL 

CN lH-Indole-3-acetamide, 1- [ (4 -chlorophenyl ) methyl] -N- (3, 5 -dichloro- 1-oxido- 
4-pyridinyl) -7-hydroxy-ct-oxo- (9CI) (CA INDEX NAME) 
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CI 




CI 



RN 785787-54-4 US PAT FULL 

CN lH-Indole-3-acetamide, 1- [ (2 -chlorophenyl ) methyl] -N- (3 , 5-dichloro-l-oxido- 
4-pyridinyl) -7-hydroxy-ct-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 785787-55-5 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3 , 5-dichloro-l-oxido-4-pyridinyl) -1- [ (2, 4- 
dichlorophenyl ) methyl] -7 -hydroxy -a-oxo- (9CI) (CA INDEX NAME) 



CI 




CI 



RN 785787-56-6 US PAT FULL 

CN lH-Indole-3-acetamide, 1- [ (4 -f luorophenyl ) methyl ] -7-hydroxy-N- (l-oxido-4- 



10/824,342 



pyridinyl) -ct-oxo- (9CI) (CA INDEX NAME) 



F 




RN 785787-57-7 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3, 5-dichloro-l-oxido-4-pyridinyl) -1- [ (4- 
f luorophenyl) methyl] -4 -hydroxy -ct-oxo- (9CI) (CA INDEX NAME) 



F 




OH CI 



RN 785787-58-8 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3, 5-dichloro-l-oxido-4-pyridinyl ) -7-hydroxy 
t (3 -nitrophenyl) methyl] -ct-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 785787-59-9 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3, 5-dichloro-l-oxido-4-pyridinyl) -7-hydroxy 
[ (2 -nitrophenyl) methyl] -ct-oxo- (9CI) (CA INDEX NAME) 
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CI 



RN 785787-60-2 US PAT FULL 

CN 1H- Indole -3 -ace tamide, N- (3, 5 -dichloro- l-oxido-4 -pyridinyl ) -1- [ (2, 6- 
dif luorophenyl) methyl] -7-hydroxy-a-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 785787-61-3 US PAT FULL 

CN 1H- Indole -3 -acetamide, N- (3 , 5 -dichloro- l-oxido-4 -pyridinyl ) - 7 -hydroxy- 1- 
methylpropyl) -a-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 785787-62-4 US PAT FULL 

CN lH-Indole-3 -ace tamide, 1- (cyclopropylmethyl ) -N- (3, 5 -dichloro- l-oxido-4 - 
pyridinyl) -7-hydroxy-a-oxo- (9CI) (CA INDEX NAME) 
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0 




OH 



RN 785787-63-5 US PAT FULL 

CN lH-Indole-3-acetamide, N- (3, 5-dichloro- l-oxido-4-pyridinyl ) -7 -hydroxy- 1 
[ (4 -hydroxyphenyl) methyl] -a-oxo- (9CI) (CA INDEX NAME) 



OH 




CI 



RN 785787-64-6 US PAT FULL 

CN 1H- Indole - 3 -acetamide, N- (3, 5-dichloro-l-oxido-4-pyridinyl) -1- [ (4- 
f luorophenyl) methyl] -7 -hydroxy- N-methyl -a-oxo- (9CI) (CA INDEX 
NAME) 
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F 




RN 785787-65-7 USPATFULL 

CN 1H -Indole- 3 -acetamide, N- (3, 5-dichloro-l-oxido-4-pyridinyl) -1- [ (4- 
fluorophenyl ) methyl] -6-hydroxy-a-oxo- (9CI) (CA INDEX NAME) 




CI 



RN 785787-66-8 USPATFULL 

CN 1H- Indole -3 -acetamide, 1- [ ( 2 -chlorophenyl) methyl] -6-hydroxy-N- (l-oxido-4- 
pyridinyl) -a-oxo- (9CI) (CA INDEX NAME) 



HO- 




IT 785787-67-9P 

(preparation of hydroxyindolylglyoxylic acid oxopyridinylamides as 
phosphodiesterase IV inhibitors) 
RN 785787-67-9 USPATFULL 

CN lH-Indole-3-acetamide, N- (3, 5-dichloro- l-oxido-4 -pyridinyl ) -1- [ (4- 
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fluorophenyl) methyl] -a-oxo-7- (phenyl me thoxy) - (9CI) (CA INDEX 
NAME) 



Ph- CH 2 -0 




CH 2 
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PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPLN . INFO. 



NUMBER 



KIND 



DATE 



US 2004171668 Al 20040902 

US 2003-686809 Al 20031017 (10) 

Continuation of Ser. No. US 2000-492531, filed on 27 

Jan 2000, GRANTED, Pat. No. US 6693119 

Continuation-in-part of Ser. No. US 1999-285058, filed 
on 2 Apr 1999, GRANTED, Pat. No. US 6232327 



NUMBER 



DATE 



PRIORITY INFORMATION: 

DOCUMENT TYPE: 

FILE SEGMENT: 

LEGAL REPRESENTATIVE: 

NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAWINGS: 
LINE COUNT: 



19990828 
19980402 



DE 1999-19946301 
DE 1998-19814838 
Utility 
APPLICATION 

PILLSBURY WINTHROP, LLP, 

22102 

13 

1 

9 Drawing Page(s) 
570 



P.O. BOX 10500, MCLEAN, VA, 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to the use of N-substituted indole-3 -glyoxylamides 

of the general Formula I : ##STR1## 

and to pharmaceutical compositions having antitumor action. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 245661-30-7P 

(preparation of indolylglyoxylamides as antitumor agents) 
RN 245661-30-7 US PAT FULL 

CN lH-Indole-3-acetamide, 1- [ (4 -chlorophenyl ) methyl] -N- ( l-oxido-4 -pyridinyl ) - 
a-oxo- (9CI) (CA INDEX NAME) 
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RELATED APPLN. INFO. 



NUMBER 



KIND 



DATE 



US 2003195360 Al 20031016 

US 2002-309204 Al 20021204 (10) 

Continuation of Ser. No. US 2001-810604, filed on 19 

Mar 2001, PENDING Continuation of Ser. No. US 

1999-285058, filed on 2 Apr 1999, GRANTED, Pat. No. US 

6232327 



NUMBER 



DATE 



PRIORITY INFORMATION: 

DOCUMENT TYPE: 

FILE SEGMENT: 

LEGAL REPRESENTATIVE: 

NUMBER OF CLAIMS: 



DE 1998-19814838 19980402 

Utility 

APPLICATION 

PILLSBURY WINTHROP, LLP, P.O. BOX 10500, MCLEAN, VA, 

22102 

10 
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EXEMPLARY CLAIM: 1 

NUMBER OF DRAWINGS: 2 Drawing Page(s) 

LINE COUNT: 1007 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to the use of N-substituted indole-3 -glyoxylamides 

of the general formula I as antitumor agents ##STR1## 

and to a pharmaceutical composition having antitumor action, 
characterized in that it contains at least one of the compounds of the 
general formula 1, if appropriate also in the form of the 
physiologically tolerable acid addition salts or N-oxides. Furthermore, 
the invention also includes antitumor agents comprising as active 
compound one or more N-substituted indole-3 -glyoxylamides according to 
the general formula 1 and, if appropriate, their physiologically 
tolerable acid addition salts and, if possible, N-oxides and a 
pharmaceutically utilizable carrier and/or diluent or auxiliary 
substance in the form of tablets, coated tablets, capsules, solutions 
for infusion or ampoules, suppositories, patches, powder preparations 
which can be employed by inhalation, suspensions, creams and ointments. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 245661-30-7P 

(preparation of indolylglyoxylamides as antitumor agents) 
RN 245661-30-7 US PAT FULL 

CN 1H- Indole-3 -ace tamide, 1- [ (4 -chlorophenyl ) methyl] -N- ( 1 -oxido-4 -pyridinyl ) - 
a-oxo- (9CI) (CA INDEX NAME) 



CI 




CH 2 



k^!J 1 C- C- NH 
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US 6693119 

US 2000-492531 
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DE 1998-19814838 19980402 
DE 1999-19946301 19990928 
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APPLICATION 
PILLSBURY WINTHROP, 
22102 
13 
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9 Drawing Page(s) 
576 

INDEXING IS AVAILABLE FOR THIS PATENT. 

The object of the invention is then to widen the field of use of 



DOCUMENT TYPE: 
FILE SEGMENT: 
LEGAL REPRESENTATIVE 

NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAWINGS: 
LINE COUNT: 
CAS 
AB 



N-substituted indole-3 -glyoxylamides and thus to enrich the available 
pharmaceutical wealth. The possibility of a lower, longer-lasting and 
better-tolerable medication for the class of substances having antitumor 
action described in German Patent Application 19814 838.0 should thus be 
opened up. In particular, the disadvantageous development of resistance, 
as is known of many antitumor agents, should be circumvented. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 245661-30-7P 

(preparation of indolylglyoxylamides as antitumor agents) 
RN 245661-30-7 US PAT FULL 

CN 1H- Indole- 3 -acet amide, 1- [ ( 4 -chlorophenyl) methyl] -N- ( l-oxido-4 -pyridinyl ) - 
a-oxo- (9CI) (CA INDEX NAME) 




CH2 
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US 2003023093 Al 20030130 

US 2001-810604 Al 20010319 (9) 
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DATE 



PRIORITY INFORMATION: 

DOCUMENT TYPE: 

FILE SEGMENT: 
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DE 1998-19814838 
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APPLICATION 
PILLSBURY WINTHROP, 
22102 
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19980402 



LLP, P.O. BOX 10500, MCLEAN, VA, 



NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAWINGS: 
LINE COUNT: 
CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to the use of N-substituted indole-3 -glyoxylamides 

of the general formula I as antitumor agents ##STR1## 

and to a pharmaceutical composition having antitumor action, 
characterized in that it contains at least one of the compounds of the 
general formula 1, if appropriate also in the form of the 
physiologically tolerable acid addition salts or N-oxides. Furthermore, 
the invention also includes antitumor agents comprising as active 
compound one or more N-substituted indole-3 -glyoxylamides according to 
the general formula 1 and, if appropriate, their physiologically 
tolerable acid addition salts and, if possible, N-oxides and a 
pharmaceutical^ utilizable carrier and/or diluent or auxiliary 
substance in the form of tablets, coated tablets, capsules, solutions 
for infusion or ampoules, suppositories, patches, powder preparations 
which can be employed by inhalation, suspensions, creams and ointments. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 245661-30-7P 

(preparation of indolylglyoxylamides as antitumor agents) 
RN 245661-30-7 US PAT FULL 

CN lH-Indole-3-acetamide, 1- [ (4 -chlorophenyl ) methyl] -N- (l-oxido-4-pyridinyl) - 
a-oxo- (9CI) (CA INDEX NAME) 
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